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Claims 

[1] 1. A process for preparing l^S-naphthyridine-S-carboxylic acid derivative 

comprising: 

[2] the first step a) the compound of the filbwing formula (1), 

(1) 

is reac:ted with dimethylformamide dialkylac^etal of formula Me NCH(OR) 

2 2 

(wherein R represents straight-chain, branched or cyclic allcjrl having 1 1) 9 
c:arbon atoms, or represents benzyl) in a scdvent in the presenc^e cf acid c^atalyst 
t) prepare the compound ctf the folbwing formula (2), 

[5] (2) 

the second step b) the resulting reaction mixture of the folbwing formula (2), 
Q o 

^oet 

(2) 

[7] is reacted with amine of feimula YNH ^ to prepare the oompound of the 

fdbwing finnula (3), 

o o 

"OEt 



[4] 



[6] 



[8] 




a NH 

Y 



(3) 

in which 

Y represents straight-chain, branched or cyclic alkyl, having 1 1> S carbon atoms, 
and unsubstituted or substituted by halqgen, or represents phenyl unsubstituted 
or substituted by halcgen, 

[9] 

[10] the third step c) the resulting compound of the folbwing formula (3), 

GEt 



N a NH 
Y 
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(3) 

in which 

Y is as defined abos^e, 

is cyclized in the piesrace of quaternary ammonium salt and a base t) prepare 
l,8-n^hthyiidine-3-carboxylic add ester of the £dbwing fcrmula (4), 

Y 

(4) 

in which 

Y is as defined abosre, and 

in the f>urth step d) the resulting compound cf the filbwing formula (4), 

Y 

(4) 

in which 

Y is as defined abov^e, 

is hydrolyzed in the presence of an acid to prepare 

l,8-n^hthyridine-3-carboxylic acid derivative of the felbwing formula (5), 
Q o 

OH 



cr "N" "N' 

I 
Y 

(5) 

in which 

Y is as defined above, 

is characterized by one pot operation of the above steps using single solvent 
system without intermediate isolation. 

2. The process acoording to claim 1 wherein R represents methyl. 

3. The process acoording to claim 1 wherein the sdvent used is tiuene. 

4. The process acoording to claim 1 wherein dimethyUbrmamide dialkylacetal of 
formula [Me NCH(OR) ] is employed from 1.05 to 1.15 mole equivalents per 

2 2 

mde cf the compound of formula (1) 

5. The process acoording to claim 1 wherein in the step a), acetic acid as acid 
catalyst is employed from Q2 to 0l3 mde equivalents per mde of the compound 
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of fennula (1> 

6. The pnx:ess according t> claim 1 wherein amine of formula YNH ^ is cyck> 
propylamine. 

1, The process according ty claim 1 wherein amine of formula YNH ^ is 
empkyed from 1.1 to 1.2 mde equivalents per mde of the compound of formula 
(1> 

8. The process according t> claim 1 wherein the reaction solution after the step 
b) is washed with aqueous citric acid solution. 

9. Tbe process according to claim 1 wherein in the step c), aqueous tetrabuty- 
lammonium hydroxide solution is used as base. 

IQ The process according to claim 1 whraein in the step d), the reaction solution 
is heated under reflux by using concratrated aqueous hydrochbric acid. 



